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AB Indole derivs. were prepared and tested for androgenic activity. E.g., I 
was prepared starting from 6-nitroindole and l-bromomethyl-3 , 5- 
dif luorobenzene . The preparation of a number of indole derivs. was given and 
extensive androgenic activity data. 
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preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
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(preparation of indole derivs. as androgens) 
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CN lH-Indol-6-amine, N-methyl-3- [ ( 2-nitrophenyl ) thio] -1- ( 2-pyridinylmethyl ) - 
(CA INDEX NAME) 
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CN Benzonitrile, 2- [ [6- (methylamino ) -1- (2-pyridinylmethyl) -lH-indol-3- 
yl] thio]- (CA INDEX NAME) 
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CN lH-Indol-6-amine, N-methyl-3- [( 2-nitrophenyl ) sulfonyl ] -1- ( 2- 
pyridinylmethyl) - (CA INDEX NAME) 
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RN 868672-71-3 CAPLUS 

CN lH-Indol-6-amine, 3- [ ( 2-nitrophenyl ) thio] -1- ( 2-pyr idinylmethyl ) - (CA 
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CN Acetonitrile, 2- [ [3-[ ( 2-nitrophenyl ) thio] -1- ( 2-pyr idinylmethyl ) -lH-indol 
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hydrochloride (1:?) (CA INDEX NAME) 
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RN 868673-07-8 CAPLUS 

CN Carbamic acid, [ 3- [( 2-nitrophenyl ) thio] -1- ( 2-pyr idinylmethyl ) -lH-indol-6- 
yl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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indol-6-yl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 868673-34-1 CAPLUS 

CN Benzoic acid, 2- [ [ 6- [ [ ( 1 , 1-dimethylethoxy ) carbonyl ] amino] -1- ( 2- 

pyridinylmethyl) -lH-indol-3-yl ] thio] -, methyl ester (CA INDEX NAME) 



10/534, 945 




0 



RN 868673-35-2 CAPLUS 

CN Benzoic acid, 2- [ [ 6- [ [ ( 1 , 1-dimethylethoxy ) carbonyl ] amino] -1- ( 2- 
pyridinylmethyl) -lH-indol-3-yl] thio]- (CA INDEX NAME) 
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CN Carbamic acid, [3- [ [2- ( aminocarbonyl ) phenyl ] thio] -1- ( 2-pyr idinylmethyl ) -1H- 
indol-6-yl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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Carbamic acid, [3- [ ( 2-bromophenyl ) thio] -1- ( 2-pyr idinylmethyl ) -lH-indol- 
yl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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AB The invention relates to a preparation of indole derivs. of formula I [where" 
X = S, S(O), S02; Rl is (un) substituted 5- or 6-membered monocyclic, 
(hetero/homo) cyclic ring; R2 is 2-02NC6H4, 2-cyanophenyl , 

2-hydroxymethylphenyl , pyridin-2-yl, pyridin-2-yl-N-oxide, etc.; R3 is H, 
halogen or Cl-4alkyl; R4 is H, OH, Cl-4alkoxy, or halogen; R5 is H, OH, 
Cl-4alkoxy, NH2, CN, halogen, Cl-4f luoroalkyl , or N02, etc.], useful for 
the treatment of androgen-receptor related diseases. Anti-androgenic 
activity of the invented compds. was determined in an in vitro bioassay of 
Chinese hamster ovary (CHO) cells stably transfected with the human 
androgen receptor expression plasmid and a reporter plasmid in which the 
MMTV-promoter was linked to the lucif erase reporter gene. For instance, 
indole derivs. II (EC50 < 5 nM; efficacy > 0.8) was prepared via 
N-benzylation of 6-methoxyindole by 3, 5-dif luorobenzyl bromide, and 
subsequent addition of the obtained 1- (3, 5-dif luorobenzyl) -6-methoxy-lH- 
indole to 2-nitrobenzenesulf enyl chloride (example 1). 
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CN lH-Indole-6-carboxylic acid, 3- [( 2-nitrophenyl ) thio] -1- ( 2-pyr idinylmethyl ) - 
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preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
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(preparation of indole derivs. useful in the treatment of androgen-receptor 
related diseases) 
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CN Acetamide, 2-f luoro-N- [3- [ ( 2-nitrophenyl ) thio] -1- ( 2-pyr idinylmethyl ) -1H- 
indol-6-yl] - (CA INDEX NAME) 
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1 H- Indole- 6 -car boxamide, N, N-dimethyl-3- [ ( 2-nitrophenyl )thio]-l-(2- 
pyridinylmethyl) - (CA INDEX NAME) 
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CN lH-Indole-6-carboxamide, N-methyl-3- [ ( 2-nitrophenyl ) thio] -1- (2- 
pyridinylmethyl) - (CA INDEX NAME) 




RN 691400-57-4 CAPLUS 

CN lH-Indole-6-carboxamide, 3- [ (2-nitrophenyl) thio] -1- ( 2-pyr idinylmethyl ) - 
(CA INDEX NAME) 



10/534, 945 




RN 691400-73-4 CAPLUS 

CN lH-Indole-6-carbonitrile, 3- [ ( 2-nitrophenyl ) thio] -1- ( 2-pyr idinylmethyl ) -, 
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